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(CH^ n 

(IVa) 



A' 

10 



15 H 2 N. 



50 



(IVb) 



A- 



20 R' tt«r«Kisiii > 



25 
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mm (b) 



St ( i ) (oitsmts Tie*: cv> > 



5 



H 2 N \^s^ CONH ~< ! 




(V) 



Hrr^^OCH 3 I 



10 $ ft -5 ft £03 * T •/ it l T K > */ h V 7 Jl>M £ (Bit 5Cii:<t->T 

*7'/{LKJ:5jJ; (V) ©<t£fo^S>SC ( I ) ©{fc£«!^fl>ffUiKl6 CO'/ 

KK«fcSfflJSE^C<BiS£lc l±. ants* CV) ©ft£^Xte*-tf>SfcttflDi£©7l<&i£ 

(WAtf, *SK) X(iW®R (Wit*, B^K) fctoifcSU 
^- h ^AOTK^fctoiSCtK.fc^fT'bftSo Rfi>i£Jt<ia#*-)-20r~#j 
G0°C\ ft? * L < tttt0t:-*-j25r"C*S. ffiifl|W7;l/*;uxxf-;HcJ:4EBWR 

li\ £Rtf. B*R£) £EiHtt7^*;Uxx^£4RJ63-tf* 

n«. SHiLtli, IWttf^/-^ ttR. ftR-x**-*>. 1. 2-v 

fc£gtta#ft 0°C~ftll00 *C, if* L < tttt30.lC~tt8(nCT**o 

25 a (v) Tf*sn*Kfift&«tt. w*w\ Tiex+-A4T'^$ns^ft{- 
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15 



(J) (K) 
H 2 N— R 2 



° aN> V^T^' C0NH ~ 



Iff 2 HN T)CH 3 

R 2 

10 R (L) 



"^VV' CONH ~ Az 



If! 3 HN ^OCH 3 

R 2 

(V) 



) 

xiii : k (j) oft^«iXtt*«)Ri6tt»t*»i«: (IV) ©ftSttiwRfc 
20 li, S3fe (a) iHWcLTfT^Ci*^**- ***** W*4ft6«IT**a (J) 
©4t6fctt* W*M\ Helv. Chim. Acta, 40. 369-372 (1957) J=E«0*ffiCtt 

I?12_: * (K) Oft&foi^; : HtN- R 2 *l*ftfc«<!:©RJ6tt* 

mtlTtt. ±m **. 3619. ft) X(i&B£ (W*l** Efb$-* 
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5c^»K J: iiai^l0 o C~^100 1CT*»K J£ttsil7G©iB£»ctt v 

* L < te#JlO°C~#j50°CT£*, 
10 ktiuttt (V) *M • fflNHf*C4tt< , Htt (b) ©«»ft 

jft ( c ) 




C I la) 
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So 

£ (V) (c4bH*TR l 4«Wtfl*»ntl'TU^'<>^«'**M« 

5 «<t*tt (V) tt, »BX + -A4T*S*imi:K-t«*t4C4*«t* 
*. d<Dli£. lB3oa5cK*tt. **Xl**9UI£tt&«>«l*Gfc**^tt 

**«K-**-C**fl:a&tt. fl*.M:ftMIB51-80858*l£* C*!ltti*8 4.039. 

«a (d) 

15 SC ( I ) R J *<**B*"C**ft&tttt, TIB* (Mb), 

JCH 2 )„ 

20 R3b 

^y-A. x.9 J -b. 4 v 7a \* JIT bz-JWJz-itiT 
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l. x SlIieKte (a) ICfcOSiit-rSCi^T'^o 5£ (lll)i:fel>TR l WU 

X (illtt £ nti't k <fc I > ^ * * ^ * ^ **T* * ft W A tf 
ftWJ«B51-80858*f2ffl 4.039.672^Wffl») ice*©******* ti 

15 c*Cf:*ftlcJ: C 4 *<T**o 

Sift (a), (b) . (c) &tf (d) K«fc*Ui\ J^lt^T* *it (IV) 
©<b£#K a (V) coft^^R^ (Ha)RtfS: <IIb)0>{b&foK*itf S£»E 

j£f*KH£fff*a: ( I > ©ft&foli. *)J5t*jZf*El£Ti1-*TOfc£#l£ 

tffl^t, 7* i&T&ZX ( I ) <&ffc&to*«i6Lfcf*» T*¥» 
IiJ-T 5 C 4 C J: 0 filifi f 4 C 4 t> T' i * o 

25 ( I ) ©ft^tt&tfSC (IIa)Rtf5S ( I lb)© fb£03tt> J©f4fb&^©ii?E. 

Sic • mmmn-mtji*). m$&mmxititnfsam^Bvm^ti?> 0 strait c*« 

i»tttt»lcaiLSC4*<T**o -73, tftfC^-,T§M©K4® 
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o & S ft ffl © ft ft < c o ^ X IB 91 * 5 c 

_ ! _ y l H-'O*/ 1^ U T */ — )\/~ 5 -*7;U#*tf 5 K 



/v*Y C0NH 

CH 3 

<ctftW2 <pfb»ft C<t6ft2 ) 

(R) -N- (l-if^-lH-^tbFo7^f>-3-fA) 

<xx C0NH ">O 

N N-^n^oCH 3 " — 1ST 
CH 3 CH 2 CH 3 




25 
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1 - x f - 71/ - N - (1 -xf;l- 1 H-^+tfk KnT-tftf >- 3 
6 - y h + -> - 1 H-'O'/h 'J 7 '/—/!/- 5 i K 



N>v^VCONH-( { 



CH2CH3 



0CHa CH 2 CH 3 



10 mmmsjoit&to ut&m± ) 

(R) - l -x*;U-N- < 1 - x*;u- 1 H-^**t KnTH*e>- 3 
;U) - 6 - ^ I** •> - 1 H h 'J T v"-;U- 5 - a /P.*** ; K 



$QOQ 

CH 2 CH 3 CH 2 CH 3 



20 N- ( 1 -x^;l/- 1 H-^ + tt Ko7t'f> - 3--f^) - 6- / h * > 
- 1 H- / <>*/l» 'J T*/-A - 5 * K 

N-^^CONH-/ J 

n CCX ch V 

N ^ OCH3 ^ HzCH3 
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N _ ( 1 -3. + >\,- lH-^tt KaT-tff>- 3 - 6-> h + "> 



5 




CH 2 CH 3 



10 (R) -N- (l-xf*-lH-^ttKD7H?e>-3-U) -6- 

N _ ( 1 -xf^- 1 t KoT •/•>>- 3 --f - 6 -/ h*'> 

15 - i H-'<> , /MJ 7 •/ - ;u - 5-/7 ;l/^ + -y- i K 



20 




N- ( 1 -x-f iH-*^HKn7'/;>-3-^) 
_ ! H _/<>./ p ij r v* — /I/ - 5 - fDltf*-* 5 K 



6 - / h * •> 



25 
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N- ( 1 -y^ypf/Mf^- 1 H-'s + ift K □ T -t: h* > - 3 /U) 
- 6 - * b * 1/ - 1 H - < y V b y T */- /b - 5 - U I K 

5 




10 

nmm i 2_Qjt&ja utan i 2 > 

(R) - N- (1 - y^DyDb'^/f;!/- lH-^ + ttKu7t'f>-3 
- 'f - 6 - / b * •> - 1 H - < > '/ b 'J T V-Jl- 5 - /; i K 



15 




20 HffiW 1 3cofb£tt! (jtMLi 3 ) 

(R) -N- (!-•>* □7 , Dt';^ f-^- 1 H-^*-*b KoTt't'/- 3 
- 6 - / b*>- 1 - / f - ^ - 1 H-^>'/h 'J T'/-* - 5 -**iK 



25 




B e s t Ava il a ble Copy 



WO 96/16059 PCT/JP95/02310 

N _ (1 l H-^-rtt. par '/->>- 3 --f/u) -6-y h + v 



N fVY CONH ^0 



CH 3 



10 gfifefll 1 5 <D<t&to at&Vl 1 5 ) 

N- (l-xfA-lH-tyHKDT'/i^-S-U) -6-^ 



15 N-^x^^CONH 




0CH ' CHjCH, 



aettewa g>ffc&ft> UbSft 3 ) 
20 (S) - N - KD7*e>-3--f*) "6 

y + i -y 1 H—O'/H 'J T •/-->!/- 5 5 K 



N^^W CONH^ / S 



25 I J T 

CH 3 CH 2 CH 3 
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nmm 8 b(Dit£® (ffc&ft 8 b ) 

CS) - N - (l-xf;l/- lH-M-ifk h'DT-t? tf>- 3 - 4 Jl>) -6- 
^ h -> - 1 H - O V b ') T V-Jl - 5 - iJ tl#*V i K • 3/27-7 ;Ufifcig 



5 




10 Jb£taA 

4-7;/-5-?nn-N- i 2 - < fxf ;/)xf;H - 2->h 
*>"<>XT; KJ^KiS 1 7KfQ^ (-02:2 v< h i' d^7 ; K ; Merck 
Index, milffic. 6063 (1989) #JRU 

15 CH 2 CH 3 
Cl^ ^CONHCH 2 CH 2 N v 
YT CH 2 CH 3 

Jl JL • Ha • h 2 o 

20 



25 
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l»S-4EOlf-y** «**8~15 ki)*«l^ ChentEnsor CJ. 
Pharmacol. Exp. Ttaer.. 98, 245-250 <1950>#ffi) l=»L'T, T***t*C 

T#**h* (0.3M/kg)**TKi£i#L, *««ll»BB^fc-»-C*ltlH** 



10 



15 



20 



25 



» IS 



1 

2 

4 

5 
6 

7a 

7b 



(ag/kg) 



1.0 
1.0 
0. 1 
1.0 
1.0 
1.0 
0.3 
1.0 
0. 1 
1.0 
0. 1 



77 
100 

80 
~89 
100 
100 

71 
100 

73 
100 

G9 



us® 



9 
10 
11 
12 
13 
14 
15 
3 
8b 



US® 

A 



(rag/kg) 



1.0 
1.0 
1.0 
1.0 
1.0 
1.0 
1.0 
1.0 
1.0 



1.0 
0.5 



<.%> 



100 
100 
92 
92 
73 
100 
71 
3G 
19 



86 
56 
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Scarpignato t><Dlj& (Arch. Int. Pharmacodyn. . 246. 286- 
294 (1980) #A8) tzmtTft-ytz. V 4 7,? -j V (f*S130 -150 g) 
£18l#ra«ftlfcBU 7x/-yl/U-y K*0. 05?i<n*\l&X' Sfit 5 1. 5 

57*/-^H KS*fflSLfc. tt*>\ tttt~ftStott"0.5 ?« ' K5#> 'KMC 
ig»XttK»U 7x/-;H/ y Ktt*0>6O»lWlcttn«5 Lfco Hrt»ff7x 

o^Tli5ET*5 0 ***** 2 <c^to 



g_2_ : H&dJ&5ugftffl 



20 



Kftfbdffi 


«^ft(ng/kg) 


3tit* (%) 


2 


3 


41 


4 


3 


31 


5 


3 


35 


6 


3 


28 


7b 


3 


34 


10 


3 


46 


11 


3 


34 


14 


3 


32 




10 1 


31 




5 


26 




2 


21 
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10 



*KfftfcU Scarpignalo [Arch. Int. Pharnacodyn. . 246. 286- 

294 (1980>»M) CWUTffofc. * < * *-**tt* » ► <l«130 M50 g) 

**D-x»*1.5.1*tta**Lfc. M15»tt»=W*»UlU WcMt 

57l/ - ; ^, Kitasu. ttHftftttio. aoxttioo *'ki 

cttDS j|Lfc. nUxXh*-> 3iiR/kgXtt*^t*3 ng/kg * 7 * ; - * 
(i5~l OEET'**. Ic^-To 



15 



20 



25 



£3 : 3 l/v* h*i>Xtt*^t*»«W»ti>ailB»t*ffffl 







3 U •> 7. b * — > 




(mg/kg) 






2 


30 


+ 






100 


+ + 




7 b 


10 


+ 


+ 




30 


+ + 


+ + 




100 


+ + 


+ + 




10 








30 


+ 


+ 




100 


+ 


+ 



+ 

+ + 



as* i 

«2©fk6tt) i*30fctfl00 mg/kg (D»4iT*tcai t fc. 3l/>xh*~ 

7 bOilSW ttlO. 30fctfl00 mg/kg ©S4it.i'fft^ti:a»L, 3l/ 

- 3 2 - 



WO 96/16059 



PCT/JP95/02310 



•> * t * - > xtt*^ t s n* nut matte t»*«jn ft* HM&jtBft 

(S^iLfc, 3 l«*^>Xtt*^k*7?&9T£L/cBl#H]SttK*f L, 
/ b * D^7 i Kg BUS 1 7KfD#) (ft&^A) (i 10. 30RC/100 mg/kg ©»M 

5 

4 £<D«gt£ t*-:JOl<* ({*filO~12 kg)*fflO, h'<* t'*-/H- h 
iJOA C*:/:/*-^ 30 ng b.wt.) O»*rt»4«=J:0J*WL, jfeBSttlzffltt 

10 Itoh^^^S CGastrointeroi. Japan. 12, 275-283 (1977)#fi?J icfto, SI 
flh5;>xs?a-*-£mM«BJ:*) 3 cm i£GicD W effffiiSP. + -fg«K 2SS±SL 

fi|itL/Co W\Htk5-Otztt>lz •> U =i >*■ (Fr. size 6.5) £ g&aurjf A 

KWfL^ft 3X (i 10 rag/kg£0. 5 YvtfvY fo^BM l> x 'J n > * ^ - ^ 
20 taLTWrtCtt^Lfc. 

*«W©att<t^»2 (MM 2 ©ffcSlJj) RC/K«ft&«!7b (MM 7 b 

25 
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§i¥5E« su-im*&T**<**n~to g> ztemttz. 0.5 %y=>h 

ToAninxflMMSttB (Farad *H> ±©«**-5' (23x35x30 caOKA 
HSKJ:»>50?o'«iH**H» (ID,,,) ISI*IHK*t.. 



X4 : »*jT»»ttfMI 



10 



15 





1 DsnGng/kg) 


1 


>100 


2 


>100 


4 


>100 


6 


>100 


7 a 


>100 


7b 


>100 


ft£foA 


22.4 



gj&gl 6 : S.tt*tt 
S&5EW std-ddY*ttttv** (f*fi25~30 g) 0.5 

JECafnKfcKJKL, 50%&5ES (LD»J IS*** 5 K**o 



-34- 



WO 96/16059 



PCT/JP95/02310 



m. 5 : ftttfftt 



5 





L Dsn big/kg) 


2 

._ ._ 7 b 


688 
945 




280 



10 

is wr*Kt>a^fc&*\ +fiw«ftffi**»<* froitt*fSi'»-c, )Afkff«f£ 
wwiiffi, firm* ffi'&nmm&J is*** tAit^->^ w«»*ffi 

fills ®££Es tl^Si, tit • EH***. 'h»»HMtt«ttffi» _h»iIS*ffi 

*«>IB<0S: ( I ) -C3ic*ft3{l:&tt<&-5 5s &86W2«>fl:£tt Gt£t&2) ft 
25 cfcSIJSW 7 a £>ft£^ (ft£«J7a) StfUltWI 7 b <n{t£V) (.it&Vl 7 b ) 

a WO. 01-10 mg/kg/ EK 4?£L<li0. 1 ~3 mg/kg/ B<7)$G(iT&*o 
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<f*>£»ttJJfi. ■tf9f->. 7 7t7^, tK 

a ttfttt. o«>. *. 7n fcf b > ^ 'J rr-/k x*y-yk £<t* 

M, /<*"7». «fcfflSA<*lf*tl*. Cft*<B«fflWWfeKtt-»THW**l*« 
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A 


: x 9 J - tl 


10 


E 


: /xf;U- 




Me 


: /-J^g 




E t 


: jn^ /US 




j 


• •> ^ a "/ □ fc° 


15 


Ph 
(NMR) 


: 7iZ/H 




J 


: fc&5£# 




s 


: — fl[#l 




d 


: "fi^ 


20 


d d 


: -I©lf8 




t 


: —SIS 




q 


: 13 SIS 




m 


: 




br-s 




25 








e e 
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mmm i ch& (b) 

N _ < i -xfyp- 1 H_/^+-9-t KDT-tf tT>- 3 -<M - 6 -y h*'> 
-l-/f;b-lH-'<>'/MJ7 , /-^-5 -*A»K** S K© (ftOtt 1 ) 

5 4 -C'f#*»*lfc 5 -T ; / -N- ( 1 1 H-'N+ift Ko 

TWs-S-IM ~ 2 - J* H*'>- 4 - J**? i y<>ZTi K£t*J 3.0 
i£fc**»-40 ilfcftK 5 ml 5tt:i«l, I«8t 

0.8g ©*fci£ 10 ■l&toA* fflfiKT I ^MUffLfc, Kl6***llfl:^ h 'J 
•>A*Jg«T?T*a Mtti LfcflU *no*;Ui.TttlULfco m rlS ^ tK ^fe L . 

(9 : 1 ) TiStii • tt«Lfctt, »6nfcB(**h^*>--"-'^**>* %l »W 
gSUIWtt 2.3 g£i#/c 0 MA 103 -104 "C 
|jfl 3 mm (b) CiSfilCJ 
15 ( R ) - N - (l-xfA-lH-^tKoT*e>-3-fA) -6- 
y + i - > f- ;u- 1 H / h 'J T 5 -rt;U# + -» i K"«fc£ 

«2 ) ©Slit : 

*C*««5-C»&nyi: <R> - o-T;/-N- (1 1 H-^* 

+ t Kn7t*tf>-3-<A) - 2 - / h * •> - 4 - / *AT i J < > XT i K 
20 *&t;fttt*««*» 5!Ci::M«0Lfc», MB^')^ C.6 g*> 50 ml*rS 

yijn";^;7A?o7h/7 7^-i:in, ?no*U-^/-* (.9 : 
25 J ) TTfcifc • »«Lfc«, »&ftfcH»« h*x>-n-^f >*«ftWSiL 
Ti«« 26.7 g MA 118 -120 °C 

[a] D * ? - 7 0. 6° ( c=1.0. x-9 J-M 
||W_3 (»ffi(b)CJ:«Kl6) 

(S) - N- ( 1 -x*;U- 1 H-^ + ^t KDT-tf l>>- 3 --f^) - 6- 
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ft3 > <D®m : 

*EM«6TM#&ttfc (S) - 5-7;; - N - ( 1 -x* 1 
■y- 1 Ko T-tf f > - 3 - 4 40 - 2 - -X h + 5'-4-/f AT;/*C>XT? K 
5 <o#fctt£ffli>* Htt^2 iHWUcKlC h*x>- n -/\* 

*>j^ftfflSJiLTB«tt*»fc.- -HjA 119 — 120 *C 
fgttffl 4 (b) IC±*RI6) 

1 - xf/P-N- ( 1 -x.f- )V- 1 H -"v + tf t KoT-tf b*>- 3 - -f >\>) - 
6 -y h + x- 1 H-'O'/h 'i7'/-^- 5 K <fb&ttl4 ) © 

10 

»E#fffl7TS^nfc5 -7;/-N- ( 1 -xf*- 1 H-'S + lft Ko 
7-tff>- 3-<^) - 4 - Xf;t7; / -2-/ l> + y^>X7; KO^/g?R 

hasp*] i £ffittKR£ -mi, h*x>- n -'\*-*>a>* 

S8 B B B LTlWMl'?fco HA 84~85t 

is nmm 5 ckb (b) c^skjg) 

(R) - 1 -xf;l/-N - (1-jl^^-1 H-^+tft Kor-tf f>- 3 - 
* /i,) - 6 - ^ h * ^ - 1 H - K > •/ h U T v - /I/- 5 - ii I K <<t£ 

ft 5 ) OS! ft : 

f£fe#^ffl 8 T» fctifc ( R ) - 5-7-y-N- (l-xf^-IH-'s* 
20 irt Ko7t't'/- 3 - 4 -xf;i/7 i S - 2 - / b4-X>XT i K 

-7XX^? MP (m/z) : 346 (Mil 4 ) 
HMff) 6 (a) CJ:*K«) 

N- ( 1 -xf A- 1 H-'N + tt KDT-tfb*> - 3 - Y ^) - C- ^h + x 
25 -lH-O'/h 'J 7 •/— ;l/ - 5 - ilk***)- S K (ft^ft 6 ) wSliS : 

6 - h * ■> - lH- / 0 , /h'JT7-^-5-**#>B 0. 85 g co : J / f- 
^it-.Ai7; K 10 wl&lfcKN, N" ; / V"- ^0. 78 g£J)D*> 

IiT?6B*HlU1sLfc. RJ6ftlK3 - 7; / - 1 -x^/l,- 1 H — >*ift Ko 

7-tff> o.75 g ^fln^> sa-ci4^na«»LA:o kjs**78u mmzm&T'% 
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(10:1) tfigaj • WML, x^-*-/i^x-fW^SISSLr 
itfjttl 1.3 g£{#* 0 HA 156 ~158 °C 

'll-NMRX*? hJl (CDCh. oppb): 1.09 (3H. t. J=7llz>. 1.5-2.1 (6H. ■). 
5 2.5-3.1 (611. m). 3.83 (311. s). 4.4(111. ■). 6.4 (111. br-s). 7.07 (1H. s). 
8.05 (1H. d. J=8Hz). 8.78 (1H. s). 

mm m t C»£ (a) Ck*Kl6] [«& (d) (CfcSEJC) 

(R) - N - ( 1 -x-f/b- 1 H-^tt KDT*e>-3-U) -6- 
y h + x- 1 H-'O / H 'J TV — Jl- 5 i K (<t£tf!7 a ) ®8I 

10 & : 

( a ) ( a ) iz&ZRfc 

6 _ / h + J n-\>yh'J7'/-A-5-#*'K>B 10 g <Dv/^. 
*U7iK 150 ml jgftcN. N' -^^^ ^'/-^ 9.0 g*»i, 

sa-c6Btna«i*L/c 0 ric*k (R> - z-n/-\ -x*>u- i h-^* 

15 *t KDT-tftT> 8.8 g£A0*.. MT14H$BHH*Lfc. Kfc**7'&* iUmZr& 
J£Tg£l. BUS** 'J#y**5i>D7hy57<-i:HL, ?DD * U 
-/9J-JI (10:1) -C»tfI-tt«L, y'xf/U-f^-n-^t>*^S 
ggLtl^ 12 g Ut^7a) W.. HA 127 -128 °C 
(a' ) ±8eBW*!!^W«»Kx^^-n-^*^>*^W«SaLTBW1i!«' 

20 mz 0 HA 142 -144 °C 

[a] d 13 -7 1. 9° (c=1.0 . 

ttft^tttt. TE*ttT<o*at»W'=»-* l"^^- (HPLC) r«M*i* 
BO 37.2 #£*U 3tWKIi99?»eeJa±r*-»^o 
(H P L C 

25 HPLCA7A: ffift»«* > 9 -S! SUM1CHIRAL 0A-4900: 4.6 mm 
x 250 mm 

(400:100:100:0. 6) 
$g : 1.0 ml/a 
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frig. : 25°C 
: 230 nm 

5 \z*5\*X3L&®mi)<S-C3>Z&ftmV)^7* i ZtU< ft¥*6K 

#99% ee£l±T * S £{*BG! ri< S T & S ft £to#|Hj$ 1= I T$ S ft £ C t frb , 

(b) ±12 ( a ) Tmt>tLtz£.itZtti$:-7-7Jl®Z'mmLT7 v/bgf&i U * 

10 (ffc£1*J7 b) *»fce M£ 131 -133 *C 

(b' ) ±12 (a) Tft£ftfc£j£4t^7-?^ttT4&IILT7 v/Hftfii U 
-f 7 7"d tf/l,T^3-/l^&Mtt.filTifl>rtij0> 3/ 2 7 v^&&ig£f#fco 
K£ 1G2 MG3 TC 

( b' ) ±12 ( a ) X-'& t>titz£.f&V>l£7 ^? Jl&Zt&m lX7vJl>8it&k U 
15 y-/P- < 7 7"o f^7/b3-^;&^?f£IILT@tfJto0> 3/2 77*»|g 

•1/4 *fD«!*1#fco ■£ 166 -168 °C 
( c ) g (HI)tCfcHTR' fr'T-tr*;l@ (T - yg<P{%i|g) 
ffluSSfc IS! a (a) lz£Z>fc&) 

1 - T-fc-f /U- 6 - / h * •> - 1 H '/ h 'J T'/—^ - 5 - iikti'sWL 

20 31.5 g K h 'JxfiT ^ > 20.3 g liO'Mif^ 400 ml £JJD*^ - 7~- 
101CT*n;Hj&ftx-f-^ l7.5g*«TLfc, - 51C~- 7 1CT 2.>$l8l«#Lfc 
( R ) - 3 — T i y - 1 - i A> - 1 H-^+^t Ka7t'f> 22.8 8 05 
ftKif* 80 Blfc«£»TU ltfWHRI*** SflT16i*MlI#Lfc. Kttft 

25 lfc„ ISffilC >dd*AA-^;-A (8 : 1) Cl^i 1000 olSrflD*. 

•>y*y* 180 g*3SD*M-ci6B»w«»Lfc. •> y *y^4i«4U ?dd* 

y * (5 : 1 ) Otft£>£ 1000 mlT*«fe*L, &4&£®ffT&£LT 

32 8 *f#fco 

±s2ffl£r£ft 24 g l=**U 7 7^8 2.5~3{gfi (22.5 8) ffiiL> 
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£i#fc 0 Mj&l 131 -133 V 

(d) (d) t=«fc5Kfc 

KBWMU-Tirli&n*: <R) -l-T*f-*-N" <l-***-lH- 
5 ^*tKD7*tf>-3-<*> "6-^ h**-lH-<0-/HJ7-/-* 
. 5 _^^ + t; K 1.85 g C?oa**A-/^-* (8:1) OiBSf* 
55 .|ftfc**:tt« 18.5 g *iD*MT16lMMU*Lfc. 

;U*«*U l?67>*-7**£fc*oo**A-/*/-* (9 : n 
frU ««*«ffi1?**LrlWtt«)a4»Stt 1-78 g «r»fc. 

10 jgttW 8 CSaa (a) t=.fc*Kfc) 

(S) - N - ( 1 -xfA- 1 H-^**t Ko7*t?>- 3--TA,) -6- 

it: 

(a) «!S« 7 1=6*7 4 (R) -3-T W- 1 -*f lH-^*bK 
15 DT-tftfXDKtoOC (S) -3-TW-l-xf*-lH-^ttKa7 

(b) ittWt?^!^!^"*"^' f V/Dtf*T*3- 
;U^K,SI£u B uLTBfi^3/2 7v;bKii^^^o HA 156 -158 'C 

SIBflldttii* *l«74MltTOHPLCTiltl»B 44.0 »**L, * 
20 ^M(i09 ,! »ee^.±T'ifeo/Co 

(b* ) ±EiBHU=ffe*«*7-r*»«HLT7-?*tt«iL, 
* - < v^a e*T*3-*fr6»*iLtlWlifl) 2 7 7*11 • 1/2**0 
tt*»fco HjS 148 -151 °C 
Mm 9-12 (K£ (a) l=*SK£) 
25 «I«6cm3-7iy-l-*^-lH-^ttKD7«>OR 
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5 




Q 



*6 



10 





El 


R' 


n 


Q 


M*( V) 


1? la era 

mm \ 


9 


RS 


Et 


2 


1/4H,0 


169-171 


E 


10 


RS 


El 


3 




200-202 


A-E 


n 


RS 


CH»-<.1 


1 




7H7r7. 




12 


R 




1 




7**7x7, 





nmm i 3 mm (b> k*6R&) 

(R) -N- ( | - '/^D^oeAyf A - 1 H-^+t KD7tftT>-3 

- < /I/) - 6 - i h * > - l-yf*-lH-'<> , /hU7 , /-*-5-*/l'# 

i K (fL£4Jj 1 3 ) OTSlii : 

Kmi-zmuit&tozm^. nmm i 8 . i 4 trntzmz • m 

L Ti# £ ft £ (R) - 5- 7; y-N- ( 1 - > ? a 7 a t'Jl * * >l - 1 H - ^ 
*Vt KoT-tf'f>- 3 -4 >\>) - 2- / h*->- 4 -y fAT i /OXT i 

b'Mkmmzm^s nmm i tmmzfcfc • mmi. m 

fiLTl«ft*»fc. BfejSi 127 -128 "C 
ggttffH 1 4 (811 fife ( a ) Cfc-SRJC) 
N- (1 -i^-yU-lH- / \^^tKD7y>>-3--<^) - 6 - y K * •> 

- l -/*/l<- 1 H-OVh >)7V-Jl- 5 ; K (ftftftl 4 ) 

HJtgpiJ 6 tZHslf -S 6 - / h * •> - 1 H '/ h V 7 '/-/U- 5 - * >& 

& 3 - 7 ; y - 1 -xf;H 1 H-^ + "9-t K o 7 -tf tf > <D Rt> *) C 6 - / h 
1 - / *>l- 1 ll-'OVh 'J 7 '/-Jl- 5 -A^iK>8Stf3-7; / 
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»j& 116 -us r 

1 5 (S!& ( a ) icfcSJxlCO 



5 N -(l-x^-lH-^nKPT'/->-3H^-6-n^ 

^Mgf^J BC*i**8-n^-lH-<>'/HT 5 - * A* >® 

&1/3-T W - 1 1 H-^**t Kn7*e>©RfcOK6-/ h 

gk£ 155 -156 °C 



20 



25 
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nmm 1 6 mm (t>) kaskio 

1 -Kr/v/U-N- ( 1 -x**- 1 H-^+ift Kd7H? fcf>- 3 - -f ^> 
- G - / M->- 1 H-OV V 5 ; K (3 (Ila)r. 

5 «IMM*P>l9T»**lfc5 -T 5 J - 4 -K>5?^T 5 / - N — < 1 -x-f /U 
_ j KpT-b*t°>- 3 - 2 h + ->^>X7 ; Ktt 1.5 

g*£frJSfflE*»illE 6 ml 30 mli* 70 mlSrJjl]*, fc&TKgSBK 

h U OA0.29 goalie 1 |5j&#T30#fliK $ -iKgagT 1 l$ffifl 

?DD**A->;/-* (20: 1) T?*UJ • ffK t fcfft, % 
^nfci^yifAi-rW^BfiflLTBWtt 1.1 g£i#^<» 
136 -137 °C 
15 ggfig(fl| 17 CMtt (a) CASKJS] 

1 -T***-N- ( 1 - a**- 1 H-^ + nf k Ko7t'f>-3 
_ 6 _ y h*.>- 1 H -'O V h U77-* - 5 -* AiK** 5 K <llb>C 

1 - T -t f - G - ^ V * x - 1 H - * > '/ M T ^ - 5 - * 
20 31.5 g K h yx*;bT * > 20. 3 g RtfftKxf-^ 400 oil - 7~- 

lOrT* D;bR»if^ 17.5 g S-iiSTLfco -5"C — 7 "C"C 2 l$RfliMI$ L. tz 
yi % (R) - 3-7;/-] 1 H-^+tft Kn7-tr£> 22.8 g <D 

^xfi 80 ml/$te^i®TL. (5)iBST 1 H$fiS|«ft&. MTlBNrHHfl* L fc 0 

25 T-S4LTS^ 36 g Lti#to M.& 134 -135 °C (ftRxf-d, 

'll-NMRX**? h/U (CDCI 3 . d ppm): 1.04 (311. t. J=7.0Hz). 1.5-2.1 (6H. 
m). 2.45-2.95 (611. ■). 3.00 (311. s). 4.09 (3H. s). 4.35 (Hi, br-s). 7.76 
(1H. s). 8.60 (1H. d. J=9.0Hz). 8.95 (1H. s) 

- 4 5- 
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(R) _ 3 _ 7 : y- i -x^yu- 1 H-^ + *t KDT-lf tf : 
( 1 ) IS 1 : (R)-a-7:/-£"^D7? * Alfififclg 173 g«t h 'J 
i*;l/T £ > 266 gC?nu*^ J700 ralSiStetc. ? a D h U 7*-/!/^ ? 
5 s 293 g**»TTl»Ui)J<&»i/:. caii&fofclslSftT-Cs 1 W«» 
MT2WIH!«fl i L*:. RCtt**ta»U I*M7/*5">^ 

(2:1) 01^$ 600 ml $Al£!liKi$ Ltt^'oftl^.fco f»f tfc^S^ifiBX L , C 
n*n-^**>-ftKx^>»l/ (10: 1) OiS.&m 1000 ml &®LT 
10 ( R ) — a — h U7xi*/fAT ;/- £ -^P7?H 290 g£f#fco 
lfc.& 189 °C 

(2) 112' : ±iB£/£#! 300 g&3-Kx*> 193 gO-f l>vt K077 
> 1500 ■ QM*%it + I* 42 g «rgfflT«l*L 

15 *>£flfl*.fc. Rfi**atE-eii«L. a»KBM*i** 1000 mlSrfln 

*Lfc. tttt<oaa«^ + *> : RStifA (50: 1) 350 ml 4 to** 

»flBL/ctt«*«t, K«LT(R)-I 3 - h 'n*-*^* 

T : , _ ! H — , + Kn7t'f>- 2 -*> 287 g£f#fc.. 127 T 

20 X£i 3 ' : **fbtf* (2-^*^xh*-»7AU^th^ 

A<Z)70?6 h;li>/SrS 615 gK FAx^ 1400 ml^rftD** C niC±I2£fi)cU] 280 
g**fcT«#Ltt#6tt*.fc 0 ' . fflftfTFTl.5 ££i£K*#T\ 
15»i;*Kffc^ h 1000 ml£*IO*.fc&> W«B*^WL» 3«5»C*» 

£h,bx> 1500 mlT-jmajL^o 6LfcWlit*t«»U 

ftS-ttfc8K *£ B s D £i!8IKL «S»LT (R) -l-x?-,U-3-HJ7*x/M 
f^7;y-lH^*^tK07Hff> 247 g€r»A:„ H/A 83~84°C 
( 4 ) Iij : ±2E£&$ 177 g©fh7tKD77> 50 10?6«K 
700 ml £&D>U 2fiT2BtBB«f1 ! tfc« Rfcfc* yif^-rWl» I . 
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AT'$2;$f^ /g«E*«EETffl*LTB«» 65 g gftttft 

£ Ltifc. 

•H-NMRX^^ h>l (CDC It. 8 ppm) : 1.04 (311. t. J=7.511z). 1.3-1.9 (8H. 
5 m). 2.42 (1H. dd. J = 13.5llz. 6.9Ilz). 2.5-2.6 (4H. id). 2.70 (1H. dd. 
J=13.5. J=3.5Hz). 2.98 (1H. ■). 

■mmm 1 9 (**-a i k^-sko 

(R ) — 3— "J'i _/ — J -y^o^Dt'/Uf A- 1 H-^*tft KDT^f 
>0>lg>£ : 

10 (R) - B- h'J7*i*yf*7;y-e-*^o5^A 

37 g © h;bi> 370 ill ?Sif£(C. giSTTfcSBft * -f V7*;l/T* i - * AC9 1 
Mt'l^yfem 1000 BlfciMTU lGHRflfltttLfco K£f*7& v *£iSTU 

15 R) _ 3 _ y .j 7 *-;Uy f-*T i / - 1 H-^+*k h'D7t'f> 34 g &tt 

(2) Iff 3 : ±IB4*tt 10 g ©yfAif** h> 100 ml fcflgK, 
/7M^A 10.5 g TkV&it's tvfvVbt -fA- 5.1 g£Jffl*., 5 B|f 0 »J<iD^«iitt 

20 ^7A?D7^77f-i;(!U 7DD**A-y ? / - (10:1) "^r&di • 
fSK! LT (R) - 1 - v 9 o-fu t'Jl>/ f-A,- 3 - h ') 7 *.~>\<t i / - 

I H _^ + -y-t Ko7-tf h"> 10 g Srflbttftli LT}#fc 0 

(3) Xjl 4 : Jige^tfiStlft 9.0 gCOx h?tKo77> 10 ml&rfcK, 10%*t 
B* 100 ml £fl];t> gffl"C5NfPoiaH*Lfc, R«S** * x^x-x ;UTifc£ U 

25 TicH^Kttt* >J ^AtfiaftaFtirfctt* ? a o**AT»tti Lfc. 
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( 1) XUl : a-T;/-£-^D7?U 125 gt h <JX*;UT « > 
118 g tZ)?ao*;UA 600 ml ?oo h 'J 7*-^ ? V288 g 

tfTTttitttLtt^tox.fco C©iS^€-PI^^TT', $*IClBS|y3«#lfc&> 

240 -241 "C ~ 

<_2_>_ Xg.2-— :'- bE£&fl 100 8<j: 3 ~ K x jj? ^ 65 g ^AtA^ ,lL7 . 

i K 500 inliSffcl^ 60%**HI:^ h 'J ?A 12 g *2flT«*Ltt*<*»* 1= 

+ i / - 1 H-^**t Ka7t'f>-2-*> 88 g £j#^ 0 
ftk& 120 -121 °C 

(3) I§3' : *3Htf* (2-^ TAUn+hH 
15 AG>70?i)' h*x>8iK 180 gK h;l/x> 800 ml £*JD;i> - titz ±g££fi)c#l83 g 

20 L (6*LT 1 -xf^- 3-MJ7*i^f*7W- 1 H-^ + ^t Kp 
T-tft°>C5g 85~86"C 

(4) XII 4 : ±E4rittt 134 g©-r h7 t H'o7v> 30 mlfciftK 10%'EBfc 
500 mlSrflD*. SST2B#ISIK»Lfc. EM*^***-^** 1 - * 

'H-NMRX^7l-^ (CDCl:i. 5ppm): 1.04 (3H. t. J=7.5Hz>. 1.3-1.9 (8H. 

n). 2.42 Clll. dd. J=13.5!lz. 6.9Hz). 2.5-2.6 (4H. in). 2.70 (1H. dd. 
J = 13.5. J=3.5Hz). 2.98 (1H. m). 
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2 1 (X*-A 1 (CtSSlE) 
(S) - 3-T-;-l-xf^-lH^Mt KnT-t: £><7>£Ji§ : 

fU5£0J2 0(1) Kfctf Sa -T ;/-£ -^^P7?Ufl)|^i3i: ( S) 

5 BWUJ*iihttW4 Uilfc, 

3 _ T : j _ i ? o^o tr;uy f 1 H-^+lft KaT-tf 
it : 

%W\ 18(1) Kfctt* (R) - a-MJ7x-/^ i J -e-H 

10 7o5 * *A©ftfc!)ICa - h U 7*^** f'Jl'T 5 / - « - fl^D?**/** 

g^|J_2_3. ( ^ * - A 2 (C «fc S SO 

3-7; / - 1 - x f - A< - 1 H -^7°? k KPT'/x >tf>£!if : 
( 1 ) XII 1 : 2 - T-V > 9 7 J > 27 g t 3- Kx? > 50 g cD-r h 

15 5 t Ko7 7 > 250 ail fSifcK, 60«**ft^ HJ 10 g ZfcftTT'lSlWL 

'1 ijY/Ufjy A? 0-7 b 1'v 7 -r -CltL, 7dd*/UA 
C100:l)-C/S£h • »»LT 1 -x*A- 1 H-'W? k K.oT'/-> 
20 >- 2 -* > 30 g lff#fco 

'H-NMRX^? HA- (CDCI,. o ppra): 1.15 (3H. t. J=7llz). 1. 4-1. 7<6H. 01). 
1.82 (2H. ■). 2.48 (211. m). 3.38 (2H. q. J=7Hz). 3.47 (211. m). 
( 2 ) XH 2 : ±IS^fiSt^ 25 g Oi' a n*/UA 200 ml fetfic^ £lg{t l ) > 
34 g£*?$TT'jS#Ltta<*ft*Cflti/i, H*ftTf304)ia«lfl ! Lfc. Z<dM& 
25 r{g|C3 7^ 0.4 E«TT«rH'^^»0i> &l»«*25g ^ftttTT* 
,<t)«TLfc», 2 0#jyjflD«liSi«Lfco £K££&ffT*@£L gfi£»»x* 

A?D7^'7 7<-i:«U n-^>-»»*fl' (4:1) T&ttJ •» 
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BU i^fcttS*n-^^^SU3-^ot- 1 -x**- 1 
t KPT*/5/>- 2 -*>©«6& 10 £ *#fco 

(3) 183 : JiEBAfli 10 g * T/^MJ^ 12 g 4**fc*-M* 
5 A2.0 g a>'J*+***±Tl I* 100 ml ««*80-Cr-ft«»Lte*, **C 

-^+^>-MxfA (4 : 1) T*tt-«BLT3-TS?K- l-***-. 
j H _/sy^ t Ko7'/y>- 2 4.8 g£fa#ttfJ<!: Lti#/:o 

10 CCDCU. oppm): 1.18 (3H. t. J=7Hz). 1.5-1.8 (6H. ■). 

2.2 (211. ■). 3.08 (IH. id). 3.28 (111. m). 3.53 (111. ■>, 3.76 (111. »>. 4.0 
(111. dd. J = 10.5Hz. J-5.61lz>. 

(4) I§4 : **ftt*X (2-n*->il^-»T^^^+HJ^ 
© 70 K h*x>»« 36.4 g K hA,x> 100 ml inc±£££SJ4. 

15 8 g £*fcTW»L ^Sn*, SflT?2l#Mlll*Lfc. KfcfcC** 

S4lt@W«5 3.8 g**Btttti L T if/^o 
jgflSffl 2 4 ( x * - A 3 «t £ KtcO 
20 j-Tiy-l-i-f-^-lH-tHt KnT-/x>©BiS : 

( 1 ) 2 + ' > 17 g is- Kx;> 29 g Oil-. 2 - i? / h 

*->x* y 200 ml G0«6**ft*- HJ * A 6.0 g*3fiT»#Ltt#& 

25 -xf*- 1 H-*9 9t Y'nTV->-2-*> 20 g ^tatt^t LT»fco 

(2) Igj : ±Se£/fctf! 20g©f- l-H KD75> 200 ml rSr*K2M'J* 
^iy-fvrobM/7; KOf h 5 t KD7 7 > 78 mlr§i££*KftTKi8T I , 
lHIBIfllWLfce Rfl5«K»'fT<f x + ictttr, »*#ifc«&«**TMt, 
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LT 3 1 -xf-zlr- lH-*9 9t Kd7 7x>-2-*> 

14 g £?#fco 

5 ffi* 109 —110 °C ( i?xf Ax-f ^- n - 'n*-* > 7^ 'a^fS!!) 

( 3 ) XII 2 : ±E^«Ktt 12 g cor-tr h > _ 100 ml -18*1=* 12 ml. K'Jx 
f;l7; > 7.0 ml £JjU*./Co C co ?g £ i£ , *#T\ ? nofliffix-f ;t 8.0 g 
OTth>«« 30 *I*»TU SOafflfcttifc* $^i:7xlt+h')n 6.1 g 
30 nl£»TU 1.5 i#RIJ«l*Lfc, El6fi&&***u*tt, 

10 + JlJ.-T)lX'ttitiiltZo «iHl^^fiaftlfttg*TiJfe^L, A 
TfclSlf&x rgttt^^ET'ffl* L/Co ESrlK l-^x> 200 ml fctID*., 70 o CT'fin.« 
«#U &?$7><it£ o/cB#iT\ 100 °C*TSS^±lf, 2 0$Rgmr4 i Lfco RIG 
|*7i£, «MJ*»ET?BifcU a»l=20?i5tttt 120 ml **#TKMI* IKW* 
tax., 1.5 D#MilifSL^o R£ffl61iJ*IMRxf- U 7K@£$#]©£K 

15 'j * ATT/Urt Utile L/Vtt, * a o ATffitU L fc. !4dii£&fiSfQ&*£7k 
T'ifcfrU ^KBT^-^iTfiUft, /g&£is*ET&£ IT 3 -r * y - 
1 l W-ilr 1 9 t Ka77x 2 8.5 z&iihVlVlt LT'fifco 

( 4 ) I§3 : ±I££f£#) 8.5 g<D ? dd*;U 100 ml fSiKC h 'J 1**7 
• > 7.0 ml *ftT, ?ooh'J7*iA^> 14 g S'i> L-fofln*., 

20 Sfir 3i#Bfll»Lfco R£?gS ! fo£fi&f ; o&*£7k-ci;fcfrU /*5"> 

-KftU ftKxf*- n -'s**> (1 : 10) TfcliJ • f8$!LT3 - Ml 7 * 
x/Mf-^7 5 / - 1 -xf;t- l H-t^^ t Kd7*/x> - 2 - t> 14 g 
*Hf*£ LTfffco 8ft£ 160 —162 °C ( n -^**>-ft»*f-**^?ltt 
25 H) 

(5) XH4 : **{tk'X (2-^ h*'>iK-/) TAU'/At hMf* 
CO 70 h *x >f§r|g 30 g(Ch;l/X> 100 ml SrflDX., C ft ft 14 

g fcfcftTflWL < *?J!JD*.fcf£* SfflT-SMffLfco Rfc 

Ml= 2 NTKSSft* h 'J ^ATkfgifcfcffiTU $ & K48PS*ttft-*- I* 'J 
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, 07h y, 74 - C (jL, »Bif*-n-'N + *> (1:10) Tfffb • ttH 
5 13 g £l#fco 

(6 ) Xfl5 : ±Effe*«l 13g»nnKD77>3il ttiftlcMWttlft 

»*l*«»^*'/^Tt«, j|ItiffTi*LTB««i 5.0 g«tt«e 

10 tttLt»fc. 

gjjgj l 4 ©IS 1 CJ;*SI6) 

4-^dp-N - (l-if*-lH^+tkKDT*e>-3-U) - 

4-^*ou-2-/ h*->-5--bo«J&#tt 14.7 g , ?oo*U 300 
15 ■ |*tf*y****AT5 K 1 ml ©■H»«IC«<t**i*22.7 B*Jll*. 1* 

IBUDAaaL^. KJ6»7*. aitiit^f^ 200 

■ HCiSWLfc. CftK**T. h 'ixf ^7 ; >12.9 gi 3 -7 ; / - 1 -xf 
;U- 1 H-^+^t Ko7tftf> 9-0 g*JD*.fc«* MT15«MBim»Lfco R 

20 S£L*o »«5"J ******* ovh/^-KttU 

(9:1) -C»Ul-««Lri«« 9.8 g*B«M*£ LTfcfc. 
gjjjgj 2 4 olg 1 lcfc*EJ6) 

(R) -4-*DQ-N- (l-xf*-lH-^*tKD7*lf>-3- 
- 2 -n + -/-5-xhD'<^7; KOW 
25 (R) -3-7i/-l-xf;b-lH-^ttKP7iff^fflK 

(S) -4-^od-N- (l-xf*-lH-^nKDT*tf>-3- 
-f;U) - 2 -n*v-5-xhDK>X7; K©«« : 
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(S ) _ 3 _ T s j - j -xfjb- 1 H-^ + -9-t KDT-tf fcf >£ffll^ 

4 4 OIS2 £tflfl3 (Cfc^RlE) 

5 - 7; / - N - ( 1 -if *- 1 H-^**t KaT-tr t*>- 3 - -f - 
5 2 - /• h *'> - 4 - y f *T i M>X7 ; KOSUft : 

( 1 ) I§2 : 1-rDD-N- (1 -if*- 1 H-^**tKDT*e> 
_ 3 _ ya) - 2 - > h * x - 5 - - hD'<>X7; K 4.9 %<l>x.9 J->\> 100 
ml fi^d, 30?oVf*T = J -)l&ttL 50 ml&flrj*-x 1.5 ttlgUn&Sffi 

L/Co »«C*»EE-C9*», SSiilc***** «ft*»IKLfc« tSa*r*Tftfr 
10 L, ft*LTN- (1-xf/t-l H-^*tft KnT-tftf > - 3 - -f - 2 
- / h + ->-j-yf*7; / - 5 - — h XT ; K 3.6 g£?#fc 0 

( 2 ) IS3 : ±ie£i£^ 3.3 g£20. n *i#7k/. ? / - * 200 ml (cjg|?lfc8K 

15 W«*^t;*»tt€:»fco 

5 (x*-A4 0>ie2RCfIS3KJ:*RJE) 

(R) - 5-7: y - N - ( 1 - xf - 1 H-^*t KnTtf tf'> - 3 - 
-f AO' - 2 - j* h*->- 4 - ^f A7 ; ;OXT I KOHft : 
( 1 ) IE2 : ( R ) - 4- ^do-N- (|-xfA-lH-M*tKo 
20 7-tf f > - 3 - < A) - 2 - /• h * •> - 5 - - h o^<> XT 5 K 56. 8 g <nx. 9 
7-/1/ 600 ml fcfftic, 4096 /f*T; 300 ml £»D;i> 2 9MftlA3 

*g IT ( R ) - N - H-"\*tft KD7t*f>- 3 -< AO - 

2_^ + i/ -j_>f^7;y-5-chD'<>X7; K 32 g 
25 ( 2 ) xm 3 : ±C4*tt 33. 2 g K ^ * / 200 ol , * 400 nl , 

80 ml£Rtfl0."o'<7 S*«* A&JR 2.0 g^rJnx., #BE, ^ST'^ttilTctrJf -» fc» 

#-%fEJ 6-8 (X4— A4©I!I2RCfXS3l=J:*jRiC) 
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4-lft7;;-5-7;;-N- (| - if A- 1 H-^*t KDTtff 



10 




^7 







R* 


6 


s 


Me 


7 


R S 


E t 


8 


R 


E t 



20 5 — t ; y — 4 -K>5?*7 ; / -N- ( 1 -a**- 1 H-^**t KnT 
3 -< - 2- n*-/'<>X7; KOHI : 
(1) xm2 : 4-fDP-N- (l-xf*-lH-^*tKP7^ 
_ 3 _**> -2- / h + -/-5--hO'<>X7; K 2.0 g©x*/-* 50 

25 aaj=**m'i, ?DD**/.t»mLfc. »m»*«ifiiM*ta#L, 
**«nf H'j'jAtiEi*, «a*«ffi?«*Lfe. si^'J^'^^ 

9 n~? h /57 -( — ICftLx ?oo*A/.-^y-* (12:1) "CStf! • ffH L 
T4 -<>^7-y-N- (1-if^- lH-^n KnT*lf>-3- 
_ 2 -y h + v-5-- hD'OXTS K 2.4 gZmi&tot LT'ff/Co 
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( 2 ) IS3 : ±IE£/£«J 1.6 gCAKft 6 ml t 3-9 J 3 ml ZtiDx.. 
$ £Kl£{Llf5-xX • 2 7Kftl^ 2.0 / —Jl 3 ml jgffi« 80'CT- 1 

5 1 0 

6 _ /- 1. jf. •> - i - / * ,i - J H - <> '/ h "J 7 '/- - 5 - ijJl&'yJSt 

( 1 ) 1 3 - 7 ; / - 1 -xf;b- 1 H-^ + +>t KoT-tff 

><DR*>*)\z-fu t'JlT I >*fflt»* ##PJ1 <h|s]HHcS£ • ®1L, 4 - *o 
10 a-2-/ h*x-5--ho-N- (1 -7o£*) 'K>X7 £ K£@{*£ L 
Tl#/Co (2) ##{*J4 ( 1 ) Kfctf* 4 oo-N- ( 1 -it*- 1 H 
t KoT-if f>- 3 -<f - 2- > h*x-5--hO\>X7; K 

15 TfSfco 

(3) 1 Kfctf* 5 -T • / -N- (1-x**- 1 H-^**t Kd 
7 -!?£> - 3 --010 - 2 - > h+x-4-^*7;y<>X7; KOftfrO 
ic±22±/i)tt3!l£ffli*> £«Sffl 1 iHflcRJfc G - J b*i/~ I - * + ■ 

20 I(*iLttl/:„ 

(4) ±a5M^ 6.9 gSO'«ltfi$ 100 mi 0zB&$l£5.5 0#P^JjD*HiSSK L fc e 

ULTlWtt 3.2 g*»fco 
SlSUflJ 1 

25 m.mv>w& < i o o o&btzt) > 

(R) - N- (1 -if*- 1 H-^ + *t KDT-tf fcf>- 3 --f 
_ 6 _^ h + ->-|- y f-/u- 1 H-'OV h 'J7'/-*- 5 - 

*7;l/#*-fr ; K (ft£tt2 ) 5 g 

Atf ■ • • 80 8 
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25 E 

t 3 g 

«K«*WBt 0,78 

±e*»**fcK*0«** MLfcfc. 1 tt*fc* 145 w-C1T*v 4000** 

a7-b;iai<P8g»§ ( 1 0 0 0 *7***fcP> . 
10 ( R) - N - (l-x**-lH-^**tKo7*fcr>-3- 
YA) - 6 - > h * •> - 1 H - K > V h 'J T A> ~ 5 - 
****** K • 3/2 7^;l/RMS Cftfttt'Tb) • • 10 g 

?L« * ' 160 8 

22 g 



• • • • 



15 bKa*->^DtA-bAD-x 3 - 5 8 

1.8 g 



xfT 'J >M-r / ^ 2-78 

20 ft 31 ft SI it 

(R) _ N _ (i-xf^-lH-^*ttKn7t'f>-3- 

' ;u) - 6 H* >- 1 H-'O'/MJT'/-^- 5- 

i K • 3/2 7 7^«tt (ft6«J7 b) • • 10 g 

n« 960 8 

58 
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mm 4 

< i o o 0 7>^*fc0) 

(R) -N- ( 1 -xf 1 H-M*t KD7*tf > - 3 - -f *) 
- G - J h + -> - lH-O'/h'JT'Z-^-S- 
5 K • 3/2 -7-?)\,mm. (ft&*3j7 b) 10 g 

v/Pt* h-/U 100 g 

aura* ®s 



£fi 2000 ml 

10 (R) -N- ( 1 -xf-A- 1 H-'s+lft KD7-tf f>- 3 )l) -6- 
^ h + >- 1 H -O •/ h 'J T 5 -*/lnK+1f- i K • 3/2 77^S[i 

15 

H=S3ft$ttftflD«(i* fStiA:.1ri|nt^ffl«i:irNfl:W«l^7Ciiftffl^^ : ^Lx 

20 c»mit&wm%fttofe&%.VTf>)itm^zz£t<r'%Zo * (in t?si;*tts* 

%Hflw*P B ^(*(ix ( I ) ic&itT, R* a<*^^£S{L£fe<D£rJ£ c K a W 



-57- 



WO 96/16059 



PCT/JP95/02310 



ft * © W 



1 . TaB^ ( 1 ) , 



5 / <CH ^f 

A* 

10 CiCK R 1 iiif-JUSXtt^or/o tV^-f *S*XU 

tt« (-) tttn^lS&LTV^KSS^^EIl^RS, RX(4ST**C 

15 TfgSftSC-/ h + i/-lH-'<> 1 /HJ7'/-A-5-*'l'WJ KM* 
f* X (4 -e <d m M¥ t •» K if s * ft * » ft 0 

2. MBA (I) K*H>T. R' 4<xfAlT*<», R J 

20 4 . S|*EB*<RST**ll!ICffll*»«lffl 1X14 2 IS«k*ft6«Jo 

5. (R) -N- (l-xf*-lH-^tk Ka7*l?>-3-U) -6 
_ y h + .>_ iH-'O'/hUT'/-* - 5 5 KXtt*®*»W 

IcttS* ft 

6 . N - (i-x^-lH-^ttKn7^>-3-'f^) - « - ' ^* 

7. (R) -N- (i-xf-*-lH-^ + *tKn7*fcT>-3-<f*) "6 

1 1 H — *)TV-fr- 5 KXtt 
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8. N- ( 1 -xf*- 1 H^+H-t KD7*tf > - 3 - U) - G - / 

WfcJfrSSftSBttflDffio 

9 . TIBS* ( I ) > 



10 

n li U 2Xli3T**h 

s& (~) tt*na<*s&iTv«*#BB : F©:£f*EBa<RS, RXiasT*sc 

15 J 

■p«"Sn« 6 - y >* 1 H h 'JT'/-^- 5 ; K^* 

{*X tt * <5DMS^fl-J eflFS $ns Btt iU 5 EBII*«J. 

1 0 . ±f£2t ( I ) «> 6 - / h * •> - 1 H - < > 7 h l ) 7 7- 5 - U 

11. (R) -N- ( 1 -xfA- 1 H-^ + ^-t KD7t*f>-3--fW " 
6 _y h*->- 1 H-Ov'h 'J T7-/U- 5 -*^#+* £ KXtt-taBB* 

25 12. (R) -N- ( 1 -xf*- 1 H — k +nKo7*tf>-3-U)- 
6 _ y h+ ^_ ! _ y ^,u- iH-^C>7h 'J TV— At- 5 ; KX 

tt^OBB^WCttSShSBtttoBfcflJMiafc LT^*r*»*RB9 ic«k 

-a » & ftffl x.vm itwmt km fm * ff + * ebb**. 

1 3. TsEjS ( I ) % 



5 




(I) 
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N 



och 3 



CONH 




(I) 



5 



10 tttt (~) «*ft#86LT^*«*K?a£f*EB* <RS * RXttSt * 5: 
£8**11. ****** ±M*X*** 

! 4 (R) _ N - (i-ifA-lH-^+tKoTtftf>-3'-a) - 

20 IStfWiaffl 1 3 K J: 

1 5. (R) -N- (l-x*-*-lH-^+*kKD7*l?:'-3-'r*> - 

T>fis> *4X "B"±^ ±««**** »*»o*tt**f *» 

25 #K#5**!fl*<&i5i8 1 3 lcfc*?6St;5&o 

1 6. rflft'ff««6ttTJ=»^<fta^- * ni * ****** -htt«*1* 
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5 



N 




( I ) 



R 2 li**®^ / f-;ugXttx^;i,g££U 
n(i 1 , 2Xli3T'£*K 

io mm (~) ii*ftjws&LT^s«*e*0£f*EB*<Rs, rxiist?*5: 
is s, jgji, n^»i*©ffitt*fr-9 u *«#«)i&«K% (R) -N- d-xf-^-i 

H-^ttKn7tftfV-3-f*) - 6 -y h + ->- 1 H -K>V h 'J 77 
1 6 K«fc£f£ffl 0 

1 8. jfift*«MHttTcS-3< ^ D ±* flCBBB&rSS, ±IK»^tt 

20 is. nxR. is*tt©ffitt£*rf *m©«i#k» cr> -n- <i -xf^- 1 

H-zs+^t KDT-tff>-3-<^)-6-yh + '>-l-y^^-lH-'< 
>•/ h »J 7 X /—)V- 5 i KXtt*©a5a*WKlT-S*n*ttfifftl« 

1 9. TESC(NI) , 



25 




(III) 
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2 o. Tie*; (v> , 



5 




(V) 



10 y *;USXIii*/U»*SU n ti K 2Xli3-C*<9* (~) ttitifrfe 

-ea $ n s us® z •>' t v'-ft l > £<se£ c ? t ©m w «= its $ n * KttSn 
ttc*»-r*c Tie*; ( i ) > 

15 ACH 2 ) n 



nttK 2Xli3T'*»5, 
25 6 -y h + ->- 1 H-O'/H 5 -*7/U**-*i KS$» 

# x -e © as m ¥ ft § $ ti * k tt flo « « si ft # & » 
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2 1 . rest (ID * 



5 




10 Is§i?0>£{*S2ea<RS, RKIiSTifcSCi^to 3 

8$ft*l»ttto£fc«**«w£*tt**£ + *» TieSC (la), 



15 




(la) 



15*«K R' lix*/U«XC*x*o"7ne^y U 
20 ntt K 2Xtt3T*tK 

at* (~) a*ft*<tt6LTi»*i**«*®£*EB*«Rs, Rxiis-c*sc 
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2 2. T2£jC (ID > 




N 



(H) 



5 



10 nli U 2X<i3T*<3, 

Tl$n§ 6 - ^ h*^- 1 H-'O/ h 'JT'Z-A- 5 $ KW* 

is 23. Tea (iv) > 



25 ) 

2 4 . Tie^ (IVak 



20 



H 2 I 




(IV) 
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JCH 2 ) n 

"XJ 



(CH 2 ) n 

(IVa) 



-cutsnz (R) - 3 -7 i j7* ! stvTiiii >mmftXttzc>&ttin&o 

10 2 5. TsE5£ (IVbK 



">0 



(IVb) 

15 R 

THSftS (R) -3-75;-IH-^ttKD7*^M#Xttt©l 

20 



25 
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